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(54) PIGMENTING COSMETIC OR DERMATOLOGIC COMPOSITION CONTAINING ARBUTOSIDE DERIVATIVE 
(57)Abstract: 

PURPOSE: To obtain the subject cosmetic comprising a specific arbutoside derivative, 
exhibiting decoloring action, excellent in treatment of colored spot and useful for lotion, 
etc. 

CONSTITUTION: This cosmetic or dermatologic composition comprises preferably 1.5- 
38wL% one or more kinds of arbutoside derivatives such as 6-p- coumaroylarbutoside 
represented by the formula {R is a 4-1 6C hydroxylated unsaturated aliphatic or 
aromatic; R' is H or CO-CH=CH-Ar [Ar is a (hydroxyl- substituted)phenyl]}. 
Furthermore, the composition preferably further contains one or more substances 
selected from humectant, preservative, dye, perfume and a permeation promoter and 
e.g. in the case of cream, the cosmetic composition is preferably used in an amount of 
1-2mg per cm2 skin once or twice per day. 
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7^h->h'. 6-*7it^;l'7;^h>h*, E,4-(p- 
b h*P^->v->^- ; E'1';W-6-(4"'-b h*n*->-2'"-* 
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S*PT, 1.5 ~38aft%©^HOjgST'^Fffi-r^), ±B 

1.9 ~iomg%©igB©i6f6T?¥£-r-5, -tE 

[W#JH6] n--> 3 >, ^'J-A, ?Ltt, v 



c»**7] ftsai. saw. na. mm, &&ztm. 



[0 0 0 1] 



HT-5 #fg0J©;r©ffiJ&tite4#(;:,&Jt©gI 
[0 0 0 2] 
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^d->> > K/^ > bvi*y> > K/t^D- 
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cod— iioRjfek:HI-*'r «»*tt36*WK:^n'>^— 

ttiifp«3&»*aTf#r. -t-©«ffis«ttBfct>©£u 

**Wife|fc&t>© is*.?-*. *<LT, feffl**i6g 
2X*-CtwWPBSn* b Yu*; >«, t^lc^/IM h 

«. *©IS*. 7J^hyK*3J;^f;Wl'7 , hyK 
£^tr«^©*$tt©ttffl#tftWSftT^4. 
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04288 (2.577.805)^. B*ISttmtUH$86/152, 1964? 
[0 0 0 3] 4Mttt. a^^^^>-&^©fid-2)±^^ 

« h D y > - 7" d y x x p > fcttffi©=*:W 

ft) , *?y-«M h©»«j/Ljt*5cfc^ifjitc<fcD^-rs 

»iJr«J6*it«ii*. WA^lfFSEtLTai^n^^Att 
^□(lentigo senilis) . <Bf£146i!t}fc*jS#, 0<J*. 

maest (cut?, «sssw-fc&j»#ii*fiL, 
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[0 0 0 9] *5EMORari6«f OKTil'^' h > 

-5. EPt, (06-p- i7?o-f^7;PyhyK, (2)6- * 
7it-f^7^7h> h\ (3)E,4-(p-h h*D^->x>^- 
^'f ;i/)-6-(4'"-t h'n + ->-2"'-^^U>^^/'r 



OH 



;P)-T;uy h->h*iD=fc^(4)E,4"-(p-t h*D^->v>^- 
t-f ;l/**-»-6-(3 , \4"- y'tFu + y-2"- ^^1/ 

a.(Manju) §©7^ ^57, h U — (Phytochemistry), 
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1977, 16. PP- 793-794) KBHSftfciHJlOfl^ttT* 

•a, in6tt«»3&»6©»ta*fcfat b*n*->;u«£7 

•fc CiOfttl/fckKn+ i"Mt^m%\m &7)l> 
7 h > K t«g^-r £ d <h J: aft*W^J«K J: 0 £ 

*><IT. 6-p-^7n^Jl,7;^hyKH 
7^:/ h -> H t p-7-fc h * f t «D«F« tC «fc K) % 
5ui)JtT45 (E. AX 7 A (Has lam), ra^t^(D7 

ft (Phenolic Constituents of Vaccinium 
vitis-idaea)j , J. Chem. Soc, Suppl. I, 1964, 564 
9; M. AMI/7 (Varma) fS5, 2-i5j;Z/6-0-p-i7 YD-f 
«t IX6-0-P- tHD*M> »/-f JlrTAr'f*- >R**©£ 
j£, Monatsch. Chem. , 1980, 111, p. 469; iJ^fctfT. -1* 
^tf^Owagawa) ^, ?3 l>^7X5(D7i/-;Ht 
(Phenol ic Constituents of Viburnum carlesii), 

m%%>±¥m¥m>®m> *a^. ft*, i988. 2 

i, p. 89). 

[0 0 10] 6-*7it1 , *7;l'/h->h'lt 
7;i/7 r r->' r-*<t3,4-i?T-t h^v-^r-f gcWt £ ©fiSStCcfc 
9f#£ft5 (K. vg^(Machida) m, ^?X5 EtlJti©? 
x/— ;H±^U 3 h'gj (Phenolic Glycosides from Vi 
burnum dilatatum), Phytochem., 1991. 30(6) , p. 201 
3;i5J:tfT.'1' , 7;tf'7(Iwagawa) lg, ^s-^tfvXS© 
!7x./ — (Phenolic Constituents of Viburnum 

carlesii), ftJS»*9*3*»*Eg. it 
*, 1988, 21, p. 89). ±ESrS<t£*(3) *5j;tf(4) 
te#;k3XU 7X/1ya5l7* 'J 7 (Gamier ia spath 
u I ae f o l i a) £ b Tftl & ft 5 Z. ft <=> (fc-&$j \Z "S tf <E> 

III¥T, ±K5t(l) ©Jgtt{b^«&Sl.5 ~38fi» 

%. »*b<«i.9 ~ioa»%©^H©?gST^ ; fr-r 

y;P, 7X7, g^/J^, j8»/M£(nanospheres) . 

So 

[ooii] ii7jk> 3 >i:*^T, ^8&Wffi«ttti 
^j&sftT^Tfc&j&sftT^ft^ <tt)<fci^ffi<Ki 

*fcttft«»©*T?. *HcZ-f-h7- : E>KMl, 7* 

X77U>, x'J A#7fa(CalophylIum oil) . 5>/U 
>i5<fctf^©!£«#, t77'Ji. /h*K*ift. ^ 

jft. -y-^^^-^-f ;k antyyt-fiK 3— >;f-f 
/ s— M)V-tyV^T'1 )\/, tiv^i hA^ — (karite bu 
tter) . ->3 lx7o7'X^(Shorea robusta) ©BtSfi. A 




#H¥05-194181 



iSja^LTtt, mmiv-t 1 ) >zmm-cz. & 

fifcfft LTfix^iJ «fcOW V 7*a fc!;i/A;i/ Sf-h, 
7M;P5UXf-K MAtf-f V^Ptf;!/, T^Jk 
&&Utt)VS. UXx— h, A*yMf7k-h, :* 
7 7>g?i3 s bc/x*>K©h , J^U-feU Kg (fclfctf. 
^-f ^V-f h/ — ^;i/tt(Dynamit Nobel Company) rt*£> 
rs^U*- ;KMiglyol) j ^^S.S«-C»igM^lC7ff 

assnT^^Sffi) . twjyyi/i-h, xf7u 
^^yx- k *3«fcyt*^#u-f yXf>, Mtfic 

«7;I'3-;k CTA«-fe5 1 ^7)i/3-;i/, x^7u;P7 
'UXf777;i'3-^, th-n+yxf7 

?7UJl/7Jl'3-;^$r-g-tjc:t*t'e#s. 

[0 0 12] ^fiEffliiLTtt. ^l:yU3->^J^ 
H T € § . 1$ t : i'T S L < K ffl S ft o i> ■ J 3 - > * -f ; U 
li->7 w<>-5> y^fji/xo^+J-y. #ic r^^fF-;!/^ 
'J 3 — XVo l a t i l S i 1 i cone) & -5 Si ^ "c 3.x ^ > - 
n*i K a (Union Carbide Company) \Z «k 0 SJJgMt^ir iff 
JRSnTt»4«S. i^O^l^k^^-Xalkyl 
dimethicone), ^ftcrf— ;U h* 5 y hti:(Goldschmidt 

Company) {C=fcO TABIL WE 09j ift^Sp^^TKifiilfe^ 
KrffJR*nTlr>*«flT?»*. *%0^©ftfflW^fc«& 
J»»^»»««»tt. ^)liffi©a»]©^^, ^JA««S^J, 
«7f?PJ, #W*5cfc^SSfSil^J, 0iJx.«vX^k 

>^U3-;u^/x— ^WffS'&trcitj^-cfra. zn 

n-->3 >m \zM-t2>mi?;<Dmmm\zttm?2>m-c?m 
mwizmmztiz. mx-Us v u— a©*-&, i@©i 

ffl(C*fLTSJ*lcm2^fci90.5 ~3mg, ^lc:i~2mg^ 
&fflU Cft^ 1 BfCO^ 1 ~2 03gffl-r^o 
[0 0 13] 

[Hia^j] 

jfJ|/-XU 7X/1->^7l7t U 7(Garnieria spathul 
aefolia)©7;P3-;PMffi(cJ:^ft^#i(3) £^(4) 

^f^-I ij 7X/V>a 71 7 1 'J 7B*8l!-a- fiV H 
= 7©««S»i««JO«*l, OOOmlCiS^T^WT^^V 

: E^f>'SH.fcjB-rs*i*-e**. £©jfitB^«, 15^55 

U)*£96 0 CltT3(Hl7;P3-;U§«-rs^ < hlC t tD» 

Gft^c. co7;U3-;na*, *ic#^L. jj»r?sfcffi|fc 

H IT, 200g©*©»*3»»632. lg©ftm#l(A) 

fc. iR^«16% (*l#Bg) T-feoyc. KtttB^(A) C 

tK^^spl, 2B#p B iitj$L, ^©at#e»ft^si®?K^!g; 
igufco **ttia»sB»x^;i/T?7@fflmbfc. c© 

@L,T4g©±fig#)(B) S-^fc. C©H»(B) 



(5) 



(3g) \Z^VX%7l*±T<D?a'?btf774-\Zfttt 
2:K 5^0:4:1 <Difc<Z)AcOEt-CH2Cl 2 -MeOH £ffiffiL 
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^«(3) (66 mg)33<fctffc^l(4)(48 mg) £f#fc e 
CO 0 1 4] 

Mb 5] 



HO 




[0 0 15] ^ft(3) : E,4-(p- fc Ho + yy/rt 
<;i/)-6-(4"'-t Kn*^-2"'-*^U>:/^/-f 

C 2 g"2SOh ; CaD D 25 = " 14-6 ° (C = 0. 

Ul-NMRX^i/ h;i/(400 Milz, CD3OD) : 
d (ppm) 

7.70 1H d 

7. 50 2H d 
6. 95 2H d 
6. 80 2H d 
6. 70 2H d 
6.40 1H d 

6.25 1H d 

5.75 LH d 

5.00 1H t 

4.85 1H d 

4.35 1H dd 

4.25 1H dd 

3.90 1H m 

3.75 1H t 

3.65 2H t 

3.55 1H m 

2. 55 2H t 
13C-NMR XI? WKSOMHz, CD3OD, 6 (ppm) ) : 168.33 
(C-f 167.98 (C-l"), 161.37 (C-7"), 154.00 
(C-f), 152.12 (C-4'), 147.42 (C-3"), 138.42(C- 
2"'), 131.31 (C-5", 9"), 128.17 (=CH 2 ), 127.10 
(C-4"), 119.6-1 (C-2\ 6'), 116.86 <C-3\ 5*), 11 
6.68 (C-6", 8"), 112.30 (C-2), 103.52 (C-l), 75. 
58 (C-4), 75.03 (C-3) , 73.30 (C-2), 72. 33 (C-5), 6 
4.40 (C-6), 61.57 (C-4'"), 36.21 (C-3"'). 
[0 0 1 6] 

lite] 



5; ^^y-J^);»fI: 516; A (Et 

OH) nm: 21 1, 250, 313; ftftX^i? MKKBr, cm" 1 ): 
106!, 1 159, 1 21 5, 1441, 1 5 1 S, 1602, 17H, 2950;V 
b )\, (FAB) : 539 (M i N ; a) + : 



J (HO 


7°D b> 


16 


H-3" 


9.0 


H-5", 9" 


9.0 


H-2', 6' 


9.0 


H-6", 8" 


9.0 


H-3', 5' 


16 


H-2" 


1.5 


= CHa Hb 


1.5 


= CHa Hb 


9.0 


H-4 


8.0 


H-K/3) 


13.3 


H-6 a 


13.6 


H-6b 
H-5 


9.0 


H-3 


6.5 


CH 2 - CH 2 0H 
H-2 


6.5 


CH 2 - CH 2 0H 




HO 



[0 0 17] fc£-#)(4): E,4"-{p- tFa*yy>t 
J t-f;p**^)-6-(3 ,, ,4"- yfcHD + y-2"- 

fttt : C 26 H280l2 ! ( a ) D 25 = ' 38. 2 ° (C = 0. 
5; ^^y-;U*) ;UVX^i7 h;P, A max (EtOH) nm: 20 
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9, 250, 313; ^X^i? h;KKBr, cm"!) : 1082,1180, 
1216, 1271, 1518, 1595, 1715, 2950;VXX^ hJV 
lH-NMRX^^ MK400 MHz, CD3OD) : 
6 (ppm) 

7.55 1H d 
7. 37 2H d 
6. 90 2H d 
6. 75 2H d 
6. 62 2H d 
6.37 1H s 

6.28 1H d 
6.05 1H s 

4.77 1H ra 

4.72 1H d 

4.55 1H dd 

4. 20 3H m 
3.65 1H m 

3.42 211 m 

3.35 111 m 

iSc-NMR ~A '\0 MK50MIiz, CD3OI), (3 (ppm)): 165.90 
(C-1"), 167.10 (C-f"), 161.53 (C-7'"), 154.01 
(C-f), 151.49 (C-4'), 146. 72 (C-3"'), 141.62 (C- 
2"), 131.69 (C-5"', 9'"), 127. 27 (=CH2>, 127.27 
(C-4"'), 119.62(C-2', 6'), 116.70 (C-6" ' , 



(FAB) : 555 (M +Na) + 



(Hz) 


7uh> 


16 


H-3" 


9.0 


H-5*", 9"' 


9.0 


H-2', 6' 


9.0 


H-6'", 8'" 


9.0 


H-3', 5' 




= CHa Hb 


16 


H-2' * 1 




= CHa Hb 




H-3" 


8.0 


H-l 


12.3 


H-6a 




H-6b,CH 2 -4' ' 




H-5 




H-2,3 




H-4 


116.67 (C -3' , 


5'), 103. ^2 (C 


22 (C-5), 7 1. 


8-2 (C-2), 71. S 



(C-3' '), 68.12 (C-4"), 65.20 (C-6). 
[0 0 18] 
[16 1] 
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(1 5g) 



-J 4 



| 3 0 0ml, H t O 



if * 



ACOE t 
2 0 0ml x? 



r 

ACOEtffi 



a* h,o 

10 0ml 



x 2 



I 

ACOE t 

l£ a *'l°rf 



* « « 



— i 

* 14 8 



B (4g) 



I 



(3g) 



B (3_ 

ACOE t -CH.C I ,-MoOH 

* ACOEt-MeOH 

* (4:1) 



(8:3:1 
(12:1) 



1) 



i i i i i r 



77A 7TB 77C 77D 



77E 77F 77G 77H 

H.O-MeOH (8 : 2) K$ : 4) 



(4 8k) 
<t£* (4) 

(0 0 19] itmm £ fc \z&gMgmmi 



(6 6«) 
il&h (3) 



D-/3 > 



# 'J U >^ U 3— ;p (PEG-8) 

^ u -t u > 
^ u -t u > 



55 g 
30 g 
5 g 
5 g 
3 g 
7 g 

10 g 

5 g 
3 g 
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v^D^>^v^^;p->D^it> 20 g 

#'j-/^f;k>D+f>#ut*>'ifi/> 3 g 

0.1 g 

* 3fe#»100 g 
[0 0 2 0] : if^SlT^ya > 

■t^T'J^KcelearyOT^n-^i^WTp'Jx^l/^^Un-;!/ 1 g 

^'J-tU^T-Tl^-h 3g 

UU7J]7>) V-Y/ft-fV-h (C 8 -C 10 <Di!tCi2-Ci8 ©I&fl* 5 g 

7 JIO — )l t ©XX 7-M 

72V)lWt#W- KU y^ft (Goodrich Company) C<fc9 0. 3 g 

rUfl£S*lT^&;*7— #-7- (Carbomer) 934) 

f> U 7 -;i^7 5 > (50S) 0. 9 g 

7)l^—)V 20 g 

6-p-^^a^)V7)lZfhzy\ t 2g 

^'J-feU> 3g 

* ^aioo g 

CO 0 2 1] MML£l- ^ffl^4 I T©U#y-A<DsH ll©ftj£:7 5 7>:3!::UT©tlH&ff 9&'>, 2:1 Jt©# 

£ JMR^ttlOO mlf 

U#-f KS 75 («J#-f H(LiDoid)&K:J:D 3 g 

TfT8g£*lTt>-5fc©) 
6-p-^VP-f;PT;l/y h-> K 0.3 g 

^J»£n-*U-XA*#V-^-(C£D^£-a\ S A*-x-t X(Virtis)©*^i^r-'fif-F*JT40° CCT* 

u>*^*-r*jtt-f*>*60gtS5tts-&, mm&m* 

y^;U/15k h'D+->^>'/I- h 0.2 g 

*;^^->tfx;l/K©jg-&#l (#^##-;KCarbopol) 940) 0.1 g 
h U x^ y = > 3fcfr* (ph = 6) 

* 5fc#S 100 g 

fc. jy.TOtJMSrlOO ml ©3*116:7 ^ 7. PCfPO&O. 2:1 it 

[0 0 2 2] i"J-A©^^T'©#'f^-> P P*;UA - ;* * / — Jl'fi^lWOml + KWJPUfc. 

C12H25- C0C 2 H 3 (R)) -0- (C3H 5 (OH)-0) „ -H 0.9 g 

th^ATy^W^-h HS21 (i*©*ai: J: 0 TUBS) 0. 1 g 

6-p-^VQ^;n;i/'/hyK 0.1 g 

±I25£K:*3V>T, -0C2H 3 (R)-«a-0-CH(R)-CH 2 fc. #6nfcKR©tt*^to#*, 3g©^U-feU>£^ 

- feJ:^-0-CH2-CH(R)-©M^t)-&^e.^O. -C 3 H 5 (0 WT^f *>*40g t&ftfeSi*, KS^rtlSA*-^ 

H)-0-^S-CH 2 -CH(CH 2 0H)-0- iJ^tf-ClKCI^OlD-C^-O- 7. (Vi rt is) (D*tvt-f It* — ftT40° ClCT^ty't-f 

©&*££>-&#> n«6T*0. dVPRWXuH XLfZo l0g©A— t F P7. ;7 7 >£8sJJ0 

29* e fc^Ci6H33Sro^o^^*^ 7 S^>= K^«^P- U ® £*fcg£^££ilK:TA*-x-f Xtf^^-f +f 

«Stt0^ffi^lH]te#>^<h l(SfP B 1Stt$-&T^*L f*Ci:t=J:O^ISLfc. 

^fJW^kPD + MWl-h 0.2 g 

*f#^yt'^i©g&ti (*;l^##-;KCarbopol) 940) 0.4 g 
hUI?; - JUT 5 > jfefr* (pH = 6) 

* 3fcfr* 100 g 
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aZ)%W% V\> tfX-JU 3-yV> (72)3?HJ3# f-fl'J- -fetfx-* 

77>^I Xjl- ftVY-T 77>X 75018 /1'J Ua- l/h- 

^ ^643 5 U i- ;P 63 

7*--^ 4 (72)fgBJ# fcTX-;|/ #7T-fI-il' 

(72)fS9!# y^x;P ^alt-A • 75 >X 75017 /VJ 7^i- h* 

77>7, 92120 ^>)l—iy^. Ua- 7Ur-f-l 14 

maX<a 19 



